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TI Preparation of iminopyridine derivatives as alD adrenergic receptor 
antagonists for treatment of lower urinary tract diseases 

IN Yoshida, Masato; Suzaki, Tomohiko; Kohara, Yasuhisa; Kuno, Haruhiko; 

Nagabukuro, Hiroshi; Saikawa, Reiko; Okabe, Yuuichi; Imai, Shigemitsu 

PA Takeda Pharmaceutical Company Limited, Japan 

SO PCT Int. Appl., 191pp. 
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AB The title compds . I [Rl = H, (un) substituted hydrocarbon, acyl, etc.; R2 = 
H, (un) substituted hydrocarbon, acyl, etc.; R3 = H, (un) substituted 
hydrocarbon, (un) substituted amino, etc.; R4 = H, halo, cyano, etc.; R5 = 
H, (un) substituted hydrocarbon, acyl, etc.; R6 = H, halo, cyano, etc.] are 
prepared Thus, 5-chloro-2-imino-l- ( 3-methylbenzyl ) -1, 2-dihydropyridine-3- 
carboxamide trif luoroacetic acid salt was prepared in a 2-step process 
starting from mucochloric acid and 2-cyanoacetamide . The alD 
receptor binding inhibiting activity of compds. of this invention was 
demonstrated. Formulations containing I are given. 

IT 1021872-91-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of iminopyridine derivs. as alD adrenergic receptor 
antagonists for treatment of lower urinary tract disease) 
RN 1021872-91-2 CAPLUS 

CN 3-Pyridinecarboxamide, 1-benzo [b] thien-4-yl-5-chloro-l , 2-dihydro-2-imino- 
(CA INDEX NAME) 
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TI Novel pharmaceutical containing selective androgen receptor modulators 
IN Yamaoka, Masuo; Hara, Takahito; Yamamoto, Satoshi 
PA Takeda Pharmaceutical Company Limited, Japan 
SO PCT Int. Appl., 125pp. 
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AB Disclosed is an organ-selective androgen receptor modulator comprising a 
compound represented by the formula I [the ring A represents a 5- to 
8-membered ring which may be substituted; the ring B represents a 4- to 
10-membered ring which may be substituted; the ring C represents a benzene 
ring which may be substituted; XI represents a carbon atom which may be 
substituted; X2 represents a carbon atom which may be substituted, an 
oxygen atom or the like; Wl represents a nitrogen atom or the like; Yll 
represents a group having the formula: CR2R3 ' (where R2 represents a 
hydrogen atom, a cyano group, a nitro group or the like, and R3 ' 
represents a bond, a hydrogen atom, a cyano group, a nitro group or the 
like); Y21 represents a group having the formula: CR4R5 ' (where R4 
represents a hydrogen atom, a cyano group, a nitro group or the like, and 
R5 ' represents a bond, a hydrogen atom, a cyano group, a nitro group or 
the like) , or the like; Rl represents an electron-withdrawing group] or a 
salt thereof or a prodrug of the compound or the salt. The compound is 



suitable feor use for increase of muscle, prevention of body weight loss, 
decrease of fitness level, hyperlipidemia, and metabolic syndrome, and 
promotion of prostate weight decrease etc. For example, 4- [ ( 2S , 3S ) -3- ( 1- 
hydroxy-1 -methyl ethyl ) -2-methylpyrrolidin-l-yl ] -l-benzothiophen-7- 
carbonitrile was prepared The compound increased anal levator weight without 
affecting prostate weight Also, an injection composition containing II 5 mg/2 

mL was 

formulated . 

IT 946433-29-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(selective androgen receptor modulators containing fused benzene derivs.) 
RN 946433-29-0 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2S, 3S ) -3- ( 1-hydroxy-l-methylethyl ) -2- 
methyl-l-pyrrolidinyl] - (CA INDEX NAME) 

Absolute stereochemistry. 
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IT 664363-70-6 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(selective androgen receptor modulators containing fused benzene derivs.) 
RN 664363-70-6 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2S, 3S ) -3-hydroxy-2-methyl-l- 
pyrrolidinyl] -, sulfate (1:1) (CA INDEX NAME) 

CM 1 

CRN 664363-69-3 
CMF C14 H14 N2 0 S 



Absolute stereochemistry. Rotation (-) . 
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TI Preparation of heterocyclic moiety-containing fused benzene derivatives as 

androgen receptor modulators 
IN Shiraishi, Mitsuru; Hara, Takahito; Kusaka, Masami; Kanzaki, Naoyuki; 

Yamamoto, Satoshi; Miyawaki, Toshio 
PA Takeda Chemical Industries, Ltd., Japan 
SO PCT Int. Appl., 257 pp. 
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AB The title compds . I [ring A represents an optionally substituted 5- to 

8-membered ring; ring B represents a further optionally substituted 4- to 
10-membered ring; ring C represents a further optionally substituted 
benzene ring; XI represents carbon; X2 represents carbon, oxygen, etc.; W 
represents nitrogen, etc.; Yll represents a group represented by the 
formula CR2R3 ' (wherein R2 represents hydrogen, cyano, nitro, etc. and R3 ' 
represents hydrogen, cyano, nitro, etc.); Y21 represents a group 
represented by the formula CR4R5 ' (wherein R4 represents hydrogen, cyano, 
nitro, etc. and R5 ' represents hydrogen, cyano, nitro, etc.), etc.; Rl 
represents an electron-attracting group; and the dotted line represents a 
single bond or double bond] are prepared The bioactivities of the title 
compds. were demonstrated. Formulations are given. 

IT 664363-52-4P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of heterocyclic moiety-containing fused benzene derivs. as 

androgen 

receptor modulators) 
RN 664363-52-4 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [3- ( 2-hydroxyethyl ) -1-pyrrolidinyl ] - 
(CA INDEX NAME) 



HO-CH2-CH2 




CN 



IT 664363-25-1P 664363-28-4P 664363-45-5P 
664363-51-3P 664363-53-5P 664363-55-7P 
664363-59-1P 664363-60-4P 664363-62-6P 
664363-66-0P 664363-69-3P 664363-70-6P 
664363-71-7P 664363-72-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of heterocyclic moiety-containing fused benzene derivs. as 

androgen 

receptor modulators) 
RN 664363-25-1 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile, 4- ( 1-piperidinyl ) - (CA INDEX NAME) 




CN 

RN 664363-28-4 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile, 4- ( 2-methyl-l-pyrrolidinyl ) - (CA INDEX 
NAME) 
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RN 664363-45-5 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [4- ( 2-hydroxyethyl ) -1-piperidinyl] - 
(CA INDEX NAME) 



HO-CH2-CH2 
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RN 664363-51-3 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile, 4- ( 3-f luoro-l-pyrrolidinyl ) - (CA INDEX 
NAME) 
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RN 664363-53-5 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile, 4- [3- ( 2-methoxyethyl ) -1-pyrrolidinyl ] - 
(CA INDEX NAME) 




RN 664363-55-7 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- (3, 3-dif luoro-l-pyrrolidinyl) - (CA 
INDEX NAME) 
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RN 664363-59-1 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile, 4- [ (2S, 3S) -3- (hydroxymethyl ) -2-methyl-l- 
pyrrolidinyl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 



RN 664363-60-4 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2S, 4R) -4-hydroxy-2-methyl-l- 
pyrrolidinyl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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RN 664363-62-6 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2S, 4S ) -4-hydroxy-2-methyl-l- 
pyrrolidinyl] - (CA INDEX NAME) 



Absolute stereochemistry. Rotation (-) . 
H0 * 




CN 

RN 664363-66-0 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2S, 3R) -3-hydroxy-2-methyl-l- 
pyrrolidinyl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 664363-69-3 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2S, 3S ) -3-hydroxy-2-methyl-l- 
pyrrolidinyl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 664363-70-6 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile, 4- [ (2S, 3S ) -3-hydroxy-2-methyl-l- 
pyrrolidinyl] -, sulfate (1:1) (CA INDEX NAME) 

CM 1 

CRN 664363-69-3 
CMF C14 H14 N2 0 S 

Absolute stereochemistry. Rotation (-) . 
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CRN 7664-93-9 
CMF H2 04 S 
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HO- S— OH 
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RN 664363-71-7 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2R, 3R) -3-hydroxy-2-methyl-l- 
pyrrolidinyl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
HO 




RN 664363-72-8 CAPLUS 

CN Benzo [b] thiophene-7-carbonitrile , 4- [ (2R, 3S ) -3-hydroxy-2-methyl-l- 
pyrrolidinyl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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